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Solid-phase methods
• A library of 18 α-acylaminoamides has been prepared on TentaGel resin using a
microwave assisted Ugi four-component condensation (Hoel and Nielsen,
Tetrahedron Letters, 1999, 40(20), 3941-3944).
• Two papers describe the synthesis of linear polypyrrole-peptide conjugates on
solid-phase support (Vazquez et al., Tetrahedron Letters, 1999, 40(18), 3621-
3624 and 3624-3628) to give products that have potential as sequence-specific
DNA binders.
• Polymer-supported Fischer chromium alkoxy and amino carbene complexes have
been prepared by reaction of chromium pentacarbonyl carbenes with triphenyl
phosphine resin (Maiorana et al., Tetrahedron Letters, 1999, 40(18), 3635-3638).
• Radical cyclisations of bromoacetals attached to solid-phase have been applied to
the synthesis of γ-butyrolactones (Watanabe et al., Tetrahedron Letters, 1999,
40(17), 3411-3414).
• A resin-bound enol ether scaffold has been converted via a Diels-Alder reaction to
generate rigid [2.2.2] bicyclo systems (Chen and Munoz, Tetrahedron Letters,
1999, 40(18), 3491-3494).
• A polymer-supported silyl triflate has been prepared and used in the preparation of
supported silyloxydienes suitable for Diels-Alder chemistry (Smith, Tetrahedron
Letters, 1999, 40(17), 3285-3288). A subsequent paper describes the use of the
same silyl triflate resin for supported ester enolate Claisen rearrangements (Hu and
Porco, Tetrahedron Letters, 1999, 40(17), 3289-3292).
Novel linking strategies
• A review of linker groups used for solid-phase organic synthesis focusing on both
the range of functional groups and the various cleavage conditions employed has
been recently published (James, Tetrahedron, 1999, 55(16), 4855-4946).
• A new and simple acetophenone linker system has been developed that allows the
support of amides and sulphonamides on Multipin supports (Bui et al.,
Tetrahedron Letters, 1999, 40(17), 3471-3474).
Novel solid supports
• The design and preparation of a high-loading paramagnetic support for solid-phase
chemistry that allows the magnetic separation of library products has been
described (Sucholeiki and Perez, Tetrahedron Letters, 1999, 40(18), 3531-3534).
• A new solid-phase support made from a polymer colloid has been used for the
synthesis of oligonucleotides (Devivar et al., Bioorg. Med. Chem. Lett., 1999,
9(9), 1239-1242).
Novel library methods
• The 2-pyridyl silyl group has been employed as an effective ‘phase tag’ for the
products of solution phase chemistry (Yoshida et al., Tetrahedron Letters, 1999,
40(17), 3403-3406). The tag permits the isolation of products by an acid-base
cycle and is suitable for the parallel purification of library products.
• A new centrifuge-based technique that allows liquid removal from solid supports in
standard microtitre plates has been reported (Lebl, Bioorg. Med. Chem. Lett.,
1999, 9(9), 1305-1310).
Library templates
• Two papers recently published describe studies towards rigid fucose analogues for
combinatorial chemistry (Smelt et al., Tetrahedron Letters, 1999, 40(18), 3255-
3258 and 3258-3262).
• A solid-phase approach to pyrimido[4,5-d]pyrimidines has been described that
allows the generation of compound libraries (Srivastava et al., Bioorg. Med. Chem.
Lett., 1999, 9(7), 965-966).
Library applications
• Oxindole quinazolines have been prepared in parallel on solid-phase as part of a
programme to identify novel tyrosine kinase inhibitors (Hennequin and Piva-Le
Blanc, Tetrahedron Letters, 1999, 40(20), 3881-3884). Purification of the products
was achieved using solid-phase extraction.
• A library of amidinonaphthols has been prepared and used to increase ten-fold the
activity of a lead inhibitor of the tissue factor/factor VIIa complex (Roussel et al.,
Tetrahedron, 1999, 55(19), 6219-6230).
• Novel transition state inhibitors of serine proteases have been generated by solution
and solid-phase techniques (Adang et al., Bioorg. Med. Chem. Lett., 1999, 9(9),
1227-1232).
• Novel analogues of the delta opioid ligand, SNC-80 have been prepared on REM
resin (Cottney et al., Bioorg. Med. Chem. Lett., 1999, 9(9), 1323-1328) and also
by using an aluminium trichloride-promoted aminolysis (Barn et al., Bioorg. Med.
Chem. Lett., 1999, 9(9), 1329-1334).
• A library of 109 potential phospholipase A2 inhibitors has been prepared in
solution and active compounds found by deconvolution (Bryant et al., Bioorg.
Med. Chem. Lett., 1999, 9(8), 1097-1102).
• RGD mimetics have been synthesised on a solid-phase support leading to the
identification of novel αvβ3 antagonists (Rockwell et al., Bioorg. Med. Chem.
Lett., 1999, 9(7), 937-942).
